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AB The present invention provides methods for the chern. synthesis of 

nucleosides I wherein Rl and R2 are independently hydrogen substituted 
amine, aminoalkyl, fluoro or chloro; R3 is independently alkyl, 
alkoxyalkyl, alkylthioalkyl, cyanoalkyl, or arylalkyl optionally 
substituted with up to three groups that are independently halogen, 
alkoxy, nitro, or alkyl; and derivs . thereof, including 2 -amino, 
2*-N-phthaloyl, 2»-0-Me, 2'-0-silyl, 2 ' -OH nucleosides, C-nucleosides , 
nucleoside phosphoramidites, C-nucleoside phosphoramidites, and 
non-nucleoside derivs. The invention provides a universal method for the 
synthesis of 2 ' -deoxy-2 ' -aminopurine and pyrimidine nucleosides and 
C-nucleosides that employs fewer synthetic steps, avoids the use of 
azides, and which concomitantly introduces N-phthaloyl protection of the 
2 ' -amine . Thus, 5 ' -O-DMT-2 ' -deoxy-2 ' -Nl-phthaloyl-N4-acetylcytidine 
3'-0-(2-cyanoethyl-N,N-diisopropylphosphoramidite) was prepd. 

IT 212375-93-4P 401812-98-4P 

RL- IMF (Industrial manufacture); RCT (Reactant) ; SPN (Synthetic 
preparation); PREP (Preparation); RACT (Reactant or reagent) 

(methods for synthesizing nucleosides nucleoside derivs. and 
non-nucleoside phosphoramidites and succinates) 
RN 212375-93-4 CAPLUS 



CN Adenosine , 3 ' , 5 ' -0- [bis ( 1 , 1-dimethylethyl ) silylene ] -2 ' -O- [ ( 1 , 1- 
dimSethyDdimethylsilyl]- (9CIJ (CA INDEX NAME) 

Absolute stereochemistry. 



t-Bu 




Bu-t 



t-Bu 



£ ^IS;^-^;l-3^5.^[W.<l.l-d^thyl.thyl).ilyl«»]-2.HO- [ (l.l- 
dimethyleihylldiraethylsilyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




Bu-t 



t-Bu 
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RN 
CN 



SPN (Synthetic preparation) ; PREP 



104992-55-4P 

RL: IMF (Industrial manufacture) 
(Preparation) . 

(methods for synthesizing nucleosides nucleoside denvs . and 

non-nucleoside phosphoramidites and succinates) 

Adenosine" ' -0- [bis ( 4-methoxyphenyl ) phenylmethyl] -2 • -0- [ ( 1, 1- 

dimethylethyl) dimethylsilyl] -, 3 • - [2-cyanoothyX tola ( 1- 
methylethyDphosphoramidite] (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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CH, CN, 
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LK, LR, 

PL, PT, 

UG, US, 

CH, CY, 
TR, BF, 
TG 



MC, PT, 




AB 



IT 



RN 
CN 



The present invention provides methods for the chem. synthesis of 
nucleosides I wherein Rl and R2 are independently hydrogen, substituted 
amine, aminoalkyl, fluoro or chloro; R3 is independently alkyl, 
alkoxyalkyl, alkylthioalkyl, cyanoalkyl, or arylalkyl optionally 
substituted with up to three groups that are independently halogen, 
alkoxy, nitro, or alkyl; and derivs. thereof, including 2 -amino, 
2'-N-phthaloyl, 2'-0-Me, 2»-0-silyl, 2 ' -OH nucleosides, C-nucleosides, 
nucleoside phosphoramidites, C-nucleoside phosphoramidites, and 
non-nucleoside derivs. The invention provides a universal method for the 
synthesis of 2 ' -deoxy-2 ' -aminopurine and pyrimidine nucleosides and 
C-nucleosides that employs fewer synthetic steps, avoids the use of 
azides, and which concomitantly introduces N-phthaloyl protection of the 
2 ' -amine . Thus , 5 ' -O-DMT-2 ' -deoxy-2 ' -Nl-phthaloyl-N4-acetylcytidine 
3 . _ 0 - ( 2-cyanoethyl-N, N-diisopropylphosphoramidite ) . 

212375-93-4P 401812-98-4P . 

RL- IMF (Industrial manufacture); RCT (Reactant) ; SPN (Synthetic 
preparation); PREP (Preparation); RACT (Reactant or reagent) 

(methods for synthesizing nucleosides nucleoside derivs. and 

non-nucleoside phosphoramidites and succinates) 
212375-93-4 CAPLUS 

Adenosine, 3 ' , 5 ' -0- [bis ( 1, 1-dimethylethyl ) silylene] -2 -0-[{l,l- 
dimethylethyDdimethylsilyl]- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 



t-Bu 



t-Bu 



NH2 




Bu-t 



CN Adenosin!" 4 N-ben^ ' , 5 ■ -0- [bis ( 1 , 1-dimethylethyl ) silylene] -2 ' -0- [ ( 1, 1- 
dimethylethyDdimethylsilyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



t-Bu 




Bu-t 



t-Bu 



IT 104 992— 55-4P 

RL: IMF (Industrial manufacture); SPN (Synthetic preparation); PREP 

(Preparation) , . . 

(methods for synthesizing nucleosides nucleoside derivs. and 
non-nucleoside phosphoramidites and succinates) 
RN 104992-55-4 CAPLUS ■ , - 

CN Adenosine, N-benzoyl-5 ' -0- [bis ( 4-methoxyphenyl) phenylmethyl ] -2 -0-[(l,l- 
dimethylethyl)dimethylsilyl]-, 3 1 - [2-cyanoethyl bis(l- 
methylethyDphosphoramidite] (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



OMe 




OMe 



(i-Pr)2N 
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the monomer building blocks used for the solid-phase 



IT 



RN 
CN 



synthesis of specifically 1 '-ISC-labeled oligoribonucleotides from the 
D-fl-13C]ribose is presented. The procedure has been used for the 
selective formation of 2 • -O-silylated ribonucleosides Following 
5--0-dimethoxytritylation, the synthesis of D-[1'-13C] nbonucleoside 
phosphoramidites has been achieved. 

R^RCT^Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 

iRE tsynthesis r of g ribonucleosides for incorporation into oligo-RNA) 

Adenosine-! ■ -^N-benzoyl-3 ■ , 5 • -0- [bis (1. 1-dimethylethyl ) silylene] -2 ■ -0- 
nn-dimethylethyDdimethylsilyl]- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 



t-Bu 




t-Bu 



t-Bu 



IT 335595-86-3P . 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(synthesis of ribonucleosides for incorporation into oligo-RNA) 

?M Adenosine^! ■ -S^N-benzoyl-5 ' -0- [bis ( 4 -methoxyphenyl ) phenylmethyl] -2-0- 
[(1, 1-dimethylethyl) dimethylsilyl] -, 3 ■ - [2-cyanoethyl bis(l- 
methylethyl)phosphoramidite] (9CI) (CA INDEX NAME) 



CN 



Absolute stereochemistry. 



OMe 




REFERENCE COUNT: 



11 THERE ARE 11 CITED REFERENCES AVAILABLE FOR THIS 
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Synthesis of isotopically labeled d-[l - 
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Journal 
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SOURCE(S)- CASREACT 134:326702 

The prepn. of fully protected labeled diisopropylamino- -beta . -cyanoethyl- 
U'-13C] ribonucleoside phosphoramidites with regioisomenc purity is 
described. We demonstrated in this paper that a regioselective 

2- O-silylation, through a 3 5 ' -O-di-tert-butylsilanediyl protection has 
been applied for the synthesis of [ 1 '-13C] ribonucleoside phosphoramidite 
units. This method allowed us to obtain only the desired 
2'-0-silvl-3'-0-phosphoramidites avoiding the undesired 

3- 0-silyl-2'-0-phosphoramidite nucleosides isolated by std procedures. 
This is a suitable procedure to RNA precursors with respect to the 
isotope-contg . precursors . 

RL^RCT^Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 

^^fynfhe^sT/isoLpically labeled d- [!• -13?] ^nucleoside 

phosphoramidites via regioselective silylation as synthons for RNA) 

Adenosine 2 ! ■ -13C^N-benzoyl-3 • f 5 • -O- [bis ( 1 , 1-dimethylethyl ) silylene] -2 - -0- 
Ul?l-dimethylethyl)dimethylsilyl]- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 



t-Bu 




t-Bu 



t-Bu 



IT 



RN 

CN 



335595-86-3P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(synthesis of isotopically labeled d- [ 1 ' -13C] ribonucleotide 
phosphoramidites via regioselective silylation as synthons for RNA) 

335595-86-3 CAPLUS _ , 

Adenosine-1 ' -13C, N-benzoyl-5 ' -0- [bis ( 4-methoxyphenyl) phenylmethyl] -2 -0- 
[ (l,l-dimethylethyl)dimethylsilyl]-, 3 ' - [2-cyanoethyl bis(l- 
methylethyDphosphoramidite] (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 



OMe 




OMe 



Bu-t 



REFERENCE COUNT: 



14 THERE ARE 14 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 
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CAS INDEXING IS AVAILABLE FOR THIS PATENT. . f 

AB The present invention provides methods for the chemical synthesis of 

AB nucleosides and derivatives thereof, including 2 ' -amino 2 -N-phthaloyl, 

o.-o-methvl, 2'-0-silyl, 2 ' -O-triisopropylsilyloxymethyl, l -oh 
nucleosides, C-nucleosides, nucleoside phosphoramidites, C-nucleoside 
phosphoramidites, and non-nucleoside derivatives. 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
IT 212375-93-4P 401812-98-4P 

(methods for synthesizing nucleosides nucleoside derivs . and 
non-nucleoside phosphoramidites and succinates) 
RN 212375-93-4 USPATFULL ' 

CN Adenosine, 3' , 5 ' -O- [bis (1, 1-dimethylethyl ) silylene] -2 -O- [(1,1- 
dimethyiethyl)dimethylsilyl]- (9CI) (CA INDEX NAME) . 

Absolute stereochemistry. 



t-Bu 




Bu-t 



t-Bu 



S ^2;VSS^^5.^[bi.<l.l-dl-^l«hyl).llyl«.]-2■-o-[(^.l• 

dime^hyiethyDdimethylsilyl)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




t-Bu 



TT 104992- 55 — 4P 

(methods for synthesizing nucleosides nucleoside derivs. and 

non-nucleoside phosphoramidites and succinates) 

S Adeno^i^ 

dimethylethyl) dimethylsilyl] -, 3 ' - ^-cyanoethyl bis ( 1- 
methylethyDphosphoramidite] (9CI) <CA INDEX NAME) 

Absolute stereochemistry. 
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CAS INDEXING IS AVAILABLE FOR THIS PATENT. „ m «. h „4« of 

AB The present invention provides methods for the chemical synt es 

nucleosides and derivatives thereof, including 2 '-amino, 2 -N-phthaloyl, 
2'-0-methyl, 2'-0-silyl, 2 'OH nucleosides, C-nucleosides, nucleoside 
phosphoramidites, C-nucleoside phosphoramidites, and non-nucleoside 
derivatives . 

CAS INDEXING IS AVAILABLE FOR THIS PATENT . 
IT 212375-93-4P 401812-98-4P 

(methods for synthesizing nucleosides nucleoside derivs . and 
non-nucleoside phosphoramidites and succinates) 
RN 212375-93-4 USPATFULL 

CN Adenosine, 3 \ 5 • -0- [bis ( 1 , 1-dimethylethyl ) silylene] -2 -0- [ ( 1 , 1- 
dimethylethyl)dimethylsilyl]- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 



NH2 



t-Bu 




Bu-t 



t-Bu 



RN 401812-98-4 USPATFULL , , , «. « r #i i 

CN Adenosine, N-benzoyl-3 \ 5 ' -0- [bis (1, 1-dimethylethyl) silylene] -2 -0-[(l,l- 
dimethylethyDdimethylsilyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




Bu-t 



IT 104992-55-4P 




(methods for synthesizing nucleosides nucleoside derivs. and 
non-nucleoside phosphoramidites and succinates) 
RN 104992-55-4 USPATFULL 

CN Adenosine, N-benzoyl-5 ' -O- [bis (4-methoxyphenyl) phenylmethyl] -2 -0-[{l,l- 
dimethylethyl)dimethylsilyl]-, 3 ' - [2-cyanoethyl bis(l- 
methylethyDphosphoramidite] (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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